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wherein \ 
X is -O- or -S-; \ 
p is 1 or 2; \ 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkoxy, trifluoromethyl, nitro, or amino, when p is 1; 

Y is lower alkoxy [, hydroxy and halogen] when p is 2 and X is -0-; 
[(Rj) is R20, R2i> or R22, wherein: \ 

R20 is -(CH2)n- where] n is 2, 3, 4 or 5; \ 
[R21 is \ 
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— CH2~CH — CH— CH2~, 
— CH2~C=C— CH2~, 
"^H2""CH = CH— CH2~CH2, 
~Cr^~CH2""CH — CH~*CH2~, 
-CHjC^C-CHj-CHi-, or 
— CH2""Cr^— C - C— CH2"', 
the -CH=Op- bond being cis or trans; 
R22 is R20 or R21 in w}\ich one or more carbon atoms of R20 or R21 are 

substituted by at least one Cj-C^ linear alkyl group, phenyl group or 



(Zi)p 



lower allyleneyl- 



where is lower alkyh -OH, lower alkoxy, -CF3, -NO2, 
-NH2 or halogen;] 

R is hydrogen, lower alkyl, lower alkoxy, hydroVyl, carboxyl, chlorine, fluorine, 

bromine, iodine, amino, lower mono or dialkylamino, nitro, lower alkyl thio, 
trifluoromethoxy, cyano, acylamino, trifluoromethyl, trifluoroacetyl, 
aminocarbonyl, [monoalkylaminocarbonyl, dialkylaminocarbonyl, formyl,] 
-C(=0)-alkyl, -C(=0)-0-alkyl, -C(=0)-aryl,\c(=0)-heteroaryl, or 
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:H(OR . Valkvl : [-CH(OR')-alkyl, -C(=W)-alkyl, -C(=W)-aryl, and 
-c\=W)-heteroaryl;] 

^wherein alkyl is lower alkyl; 
A is phenyl or 





wherein R5 is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino. Power dialkylamino,] nitro, cyano, 
trifluorpmethyl, or trifluoromethoxy; 



heteroaryl is 



wherein Q3 is -0-, -S-, yNH-, or -CH=N-; 
[W is CH2 or CHRg or N-R^ ;] 
R7 is hydrogen, lower alkyl, or acyl; 

[Rg is lower alkyl; 

R9 is hydroxy, lower alkoxy, orV-NHR,o ; and 
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Rjo is hydrogen, lower alkyl, CpCg acyl, aryl, 
-C(=0)-aryl, or -C(=0)-heteroaryl, 
^1iei::e aryl and heteroaryl are as defined above;] 
and 

m is 1, 2, or 3; 

[all geometric, optical and stereoisomers thereof,] or a pharmaceulie^y acceptable 
acid addition salt thereof. 
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wherein 

X is -O- or -S- 
p is 1 or 2; 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkoxy, trifluoromethyl, nitro^ or amino, when p is 1; 

Y is lower alkoxy, hydroxy and halogerK^when p is 2 and X is -0-; 
(Ri) is R20, R2ir OT R22, wherein: 

R20 is -(CH2)n- where n is 2, 3, 4 or 5; 
R21 is 

"~CH2~*C— C ~CH2~, 
"•CH2"CH = CH— CH2""CH2'", 
"CH2~CH2~CH = CH— CH2~, 
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-CHj-CsC-CHj-CHj-, or 

the\-CH=CH- bond being cis or trans; 
R22 is R20 or^2i which one or more carbon atoms of R20 or R21 are 

substituted by at least one C1-C5 linear alkyl group, phenyl group or 



lower mkyleneyl 




where Z, is lower alkyl, -OH, lower alkoxy, -CF3, -NO2, 



-NH2 or 



hereinafter; 



; and R and m are as defined 



m is 1, 2, or 3; and 

when m is 1, 2, or 3, R is hydrogen, lower ^kyl, lower alkoxy, hydroxyl, carboxyl, 
chlorine, fluorine, bromine, iodine, amino, lower mono or dialkylamino, 
nitro, lower alkyl thio, trifluoromethoxy, cVano, acylamino, trifluoromethyl, 
trifluoroacetyl, aminocarbonyl, monoalkylamt^iocarbonyl, 
dialkylaminocarbonyl, formyl, -C(=0)-alkyl, \C(=0)-0-alkyl, 
-C(=0)-aryl, -C(=0)-heteroaryl, -CH(OR')-al\yl, -C( = W)-alkyl, 
-C(=W)-aryl, and -C( = W)-heteroaryl; 
alkyl is lower alkyl; 
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wh^re R5 is hydrogen, lower alkyl, lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 

lonoalkylamino, lower dialkylamino, nitro, cyano, 
trimioromethyl, trifluoromethoxy; 



heteroaryl is 




Q3 is -0-, -S-, -NH-, \CH = N-; 
W is CH2 or CHRg or N-R^; 
R7 is hydrogen, lower alkyl, or acyl;N 

Rg is lower alkyl; 

R9 is hydroxy, lower alkoxy, or -NHRjo; and 



\ 



Rio is hydrogen, lower alkyl, CrCg acyl, aryl. 



\ 



-C(=0)-aryl or -C(=0)r-heteroaryl, 
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where aryl and heteroaryl are as defined above; 
and] 

with the proviso that when nils^^ R is not -C(=0)-heteroaryl [or 

-C( = W)-heteroaryl,]i 
[all geometric, optical and stereoisomers thereof^JvQr a pharmaceutically acceptable 

acid addition salt thereof. 
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87. (Amended) A compound of the formula 




00, 




\ 

1 

/ 



(Ri)— O 



N 



X 



wherein 

X is -O- or -S-: 
p is 1 or 2: 

Y is hydrogen, lower alkyl, hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkoxy, trifluoromethyl, nitro, or amino, when p is 1: 

Y is lower alkoxy, hydroxy and halogen when p is 2 and X is -O-: 
{RiUs 

"CH^^CH — CH~CH2~ . 
-CH-.-C=C-CH.-. 
~CH2~CH[ =CH[~CH2~'CH2~', 

-CH.-C=C-CH,-CH.-. or 

~CH2"'CH2~C ^C~CH2""> 

the -CH=CH- bond being cis or trans: 

11 
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is hydrogen, lower alkyl, lower alkoxy, hydroxvL carboxyl, chlorine, fluorine, 
bromine, iodine, amino, lower mono or dialkylamino. nitro. lower alkyl thio 
trifluoromethoxy, cyano. acylamino. trifluoromethyl. trifluoroacetyl. 
aminocarbonyl.dialkylaminocarbonyl. formyl. -Cf =0)-alkyl. 
■Cf =OVO-alkyL -C(=OVaryL -C( = OVheteroaryl, -CH(OR , )-alkyl. 
-C(=W)-alkyl. -C(=WWaryl. or -Cr=WVheteroaryl: 

wherein alkyl is lower alkyl: 

aryl is phenyl or 




wherein R5 is hydrogen, lower alkyl. lower alkoxy. hydroxy. 



chlorine, fluorine, bromine, iodine, lower 



monoalkylamino. lower dialkylamino. nitro. cyano. 



trifluoromethyl. or trifluoromethoxy: 



heteroaryl is 




wherein O. is -0-. -S-. -NH-. or -CH=N-: 
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W is CH. or CHR^ or N-Ro i 
R7 is hydrogen, lower alkyl, or acyl: 
is lower alkyl: 
R 9 is hydroxy, lower alkoxy, or -NHR i qI and 

Rj ff is hydrogen, lower alkyl. CpCg acyl. aryh 



m is 1. 2. or 3: 

all geometric, optical and stereoisomers thereof, or a pharmaceutically acceptable 
acid addition salt thereof. 



-Cf=OVaryl. or -Cf = OVheteroaryl. 



wherein aryl and heteroaryl are as defined above: 



and 
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104. (AmeridedV A compound of the formula 



(R), 




\ 

I 

/ 



N 



(Ri)— O 




X 



wherein 

X is -O- or -S-: 
p is 1 or 2: 

Y is hydrogen, lower alkyh hydroxy, chlorine, fluorine, bromine, iodine, lower 

alkoxy. trifluoromethyl. nitro. or amino, when p is 1: 

Y is lower alkoxy. hydroxy or halogen when p is 2 and X is -0-: 

(R i ) is RoQ or Rj ^ in which one or more carbon atoms of Roq or R^ , are substituted by 
at least one C^C^ linear alkyl group, phenyl group or 




wherein Z , is lower alkyl. -OH. lower alkoxy. -CF3. -NO^. -NH^. or 



halogen: 
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R^^r^ is -(CH^\-. wherein n is 2, 3. 4 or 5: 



-CH^-CH = CH — CHo— . 
"CHo^C— C~CH2"'- 
~CH2""^H2~CH — CH""CH2~« 
-CH.-C=C-CH.-CH.-. or 

the -CH=CH- bond being cis or trans: 



R is hydrogen, lower alky 1. lower alkoxy. hydroxy!, carboxyl. chlorine, fluorine. 



bromine, iodine, amino, lower mono or dialkylamino, nitro, lower 
alkyl thio. trifluoromethoxy. cyano. acylamino. trifluoromethyl. 

trifluoroacetyl. aminocarbonyl. monoalkylaminocarbonyl. 

dialkylaminocarbonyl. formyl. -C(=OValkyl. -C( = OVO-alkyl. 

-C(=QVarvl. -C( = 0)-heteroaryl. -CH(OR . Valkyl. 

-Cr=WValkyl. -Cf=W)-arvl. or -Cf = WVheteroaryl: 
wherein alkyl is lower alkyl: 
aryl is phenyl or 



R21JS 
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wherein R5 is hydrogen, lower alkyl. lower alkoxy, hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino- lower dialkylamino, nitro, cyano. 
trifluoromethyl. or trifluoromethoxy: 



wherein is -0-, -S-, -NH-. or -CH=N-: 
W is CH. or CHRg or N-R o : 
R7 is hydrogen, lower alkyl, or acyl: 

R g is lower alkyl: 

R^ ^ is hydroxy, lower alkoxy. or -NHR i p : and 



Ri o is hydrogen, lower alkyl, C 1 -C3 acyl. aryl. 
-Cf =OVaryl. or -Cr =OVheteroaryl. 



heteroaryl is 
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wherein aryl and heteroaryl are as defined above: 




and 



m is 1. 2. or 3: 

all geometric, optical and stereoisomers thereof, or a pharmaceutically acceptable 
acid addition salt thereof. 
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132. (Amended) A compound of the formula 




(R), 




\ 

1 

/ 



N- 



(CH2)„-0 



< 




X 



wherein 

X is -O- or -S-: 
p is 1 or 2: 

Y is hydrogen, lower alkyh hydroxy, chlorine, fluorine, bromine, iodine- 

lower aikoxy. trifluoromethyL nitro, or amino, when p is 1: 

Y is lower alkoxy. hydroxy or halogen when p is 2 and X is -0-: 
n is 2. 3. 4 or 5: 

R is hydrogen, lower alkyl. lower alkoxy. hydroxyl. carboxyl. chlorine, fluorine- 
bromine, iodine, amino, lower mono or dialkylamino. nitro. lower alkyl thio. 
trifluoromethoxy. cyano. acylamino. trifluoromethyL trifluoroacetyl. 
aminocarbonyl. dialkylaminocarbonyl. formyl. -Cf =OValkyL 



-Cr^OVO-alkyl. -Cr=OVaryl. -Cr =OVheteroaryl. -CHrOR . Valkyl. 



-Cr=WValkyl. -C( = WVaryl. or -C(=WVheteroaryl: 



wherein alkyl is lower alkyl: 
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aryl is phenyl or 




wherein R5 is hydrogen, lower alkyh lower alkoxy. hydroxy, 
chlorine, fluorine, bromine, iodine, lower 
monoalkylamino. nitro. cyano. trifluoromethyl. or 
trifluoromethoxy: 



wherein O. is -O-. or -CH=N-: 

W is CH. or CHR, or N-R o : 
R7 is hydrogen, lower alkyl. or acyl: 

R g is lower alkyl: 

R g is hydroxy, lower alkoxy. or -NHR i q : and 



Ri o is hydrogen, lower alkyl. CfC^ acyl. aryl. 
-Cr =Q)-aryl or -C(=QVheteroaryl: 



heteroaryl is 
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wherein aryl and heteroaryl arc as defined above: 



5 



and 



m is 1. 2. or 3: 

with the proviso that at least one R is selected from the group consisting of 
dialkylaminocarbonvL formyl. -Cf=WValkyL -Cr=WVaryK and 
-Cr=W^-heteroarvl: 

all geometric, optical and stereoisomers thereof, or a pharmaceutically acceptable 
acid addition salt thereof. 
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